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1. (currently amended) A compound of Formula I: 




R 3 



N-R J (I) 



wherein: 



R' is -NR a R\ -CR c R d R*\, C0 2 R a , or -C(0)NR*R b ; or R 1 is hydrogen, cycloalkenyl, aryl, or heteroaryl, 
where each aryl or heteroaryl is optionally substituted with one or more substituents independently 
selected from C,^ alkyl, C,_ 6 alkoxy, C,^ alkylthio, alkylsulfonyl, halogen, haloalkyl, cyano, 
nitro, -C(0)NR*R b , and -NR a R b *, where R** and R b ' are each independently selected from the group 
consisting of hydrogen, C|_ 9 alkyl, and Ci_9alkylcarbonyl and with the proviso that R 1 can not be 4- 
methoxvphehvl when R 3 is unsusbtitutcd phenyl : 

R 2 is hydrogen, Ci_<j alkyl, Qu<; cycloalkyl, cycloalkyl-Cj^ alky], C|.a alkylcarbonyl, C,^ 
alkylsulfonyl, aryl, or arylalkyl, wherein said aryl or arylalkyl is optionally substituted with one or 
more substituents independently selected from alkyl, haloalkyl, Cmsalkoxy, and halogen; 

R 3 is aryl or heteroaryl, each optionally substituted with one or more substituents independently selected 
from the group consisting of Ci_$ alkyl, C 1 . 6 alkoxy > alkyl thio, C]_oalkylsulfonyl t aminosulfonyl, 
monoalkylaminosulfonyl, di alkyl aminosulfonyl, halogen, haloalkyl, cyano* nitro, and -NR* R b , 
where R a " and R b ' are each independently selected from the group consisting of hydrogen, C x . 9 
alkyl, and C|.r>alkylearbonyl; 

R B and R b are each independently selected from the group consisting of hydrogen, C|.« alkyl, 
hydroxyalkyl, C x ^ alkoxyalkyl, alkylthioalkyl, carboxyalkyl, aeyl, C 3 ^ cycloalkyl, Cj_ 6 
cycloalkyl-Ct.j alkyl, di-C^cycloalkylC,^ alkyl, Ci^heteroalkyl, aminoalkyl, aminocarbonylalkyl, 
cyanoalkyl, Cj. 8 heteroeyclyl, hccerocyclylalkyl, aryl, arylalkyl, heteroaryl, heteroarylalky], 
phenylalkyl, diphenylalkyl, and alkyl substituted with both a cycloalkyl and a phenyl 
group, wherein each of said cycloalkyl, phenyl, aryl, or heteroaryl groups is optionally substituted 
with one or more substituents independently selected from the group consisting of alkyl, 
haloalkyl, C|-o alkoxy, amino, alkylamino, dialkylamino, hydroxyalkyl, cyano, acylamino, 
alkylsulfony), alkylsulfonyloxy, and halogen, and each of said amino groups is optionally 
monosubstituted or disubstitutcd with alkyl; or 

#143105 vl 2 R0153B-REG 



PAGE 3/29 * RCVD AT 10/1012006 2:41:53 PNI pastern Daylight Time] * SVR:USPTO«EFXRF-5/20 1 DNIS;2738300 * CSID:650 855 5322 ' DURATION (mn>ss}:05-32 



OCT-10-2006 10:40 From: ROCHE PA PATENT 650 855 5322 TorUSPTO P. 4 



R a and R b arc taken together with the nitrogen to which they arc attached form an heterocyclyl ur 
heteroaryl ring selected from the group consisting of pyrrolidine, pipendinc, homopiperidine, 
tetrahydropyridine, 1,23,4-tetrahydroquinoline, 1,2,3,4-tetrahydroisoquinoline, 

tetrahydropyrirnidine, hexahydropyrimidine, pyrrolidine, piperazine, rnorpholine, imidazoline, 
pyrrole, pyrazole, and imidazole, where each of said rings is optionally substituted with one or 
more substituents selected from the group consisting of hydroxy, oxo, alkyl, hydroxyalkyl, alkoxy, 
alkoxyalkyl, aminoalkyl, acyl, acylamino* aminocarbonyl, aminocarbonylalkyl, 
aminocin:bonylaniino, aminosulfonyl, alkylsulfonylamino, aminosulfonylamino, and phenyl, 
wherein each of said phenyl groups is optionally substituted with one or more groups independently 
selected from C,_ 0 alkyl, haloalkyl, C,_ 6 alkoxy, amino, alkylamino, dialkylamino, a«d-halogen, and 
e ach of said amino groups is optionally monocub s tilutcd Of - di substitut e d with alkyl, or is contain e d 
ffl^- pyrrolidinyl, pip e ridinyl, morpholunyl, oppipcta ' anyl group , pyrroUdin-l-yl, p iperidi n-i-vl. 
morpbolin-l-yl and pipcrazin-l-yl; 

R c is hydrogen, hydroxy, Q-c alkoxy, or -NR*Y"; 

R d and R c are each independently selected from the group consisting of hydrogen, Cj_9 alkyl, 
hydroxyalkyl, Ciw alkoxyalkyl, C|^a1ky1thtoalkyl, heteroalkyl, heterocyclyl, hctcrocyclylalkyl, Ql$ 
cycloalkyl, cycloalkyl-Cj.j alkyl, di-C*_<; cycloalkyl-Ci.? alkyl, aryl, arylalkyl, heteroaryl, 
hetcroarylalkyl, phcnylalkyl, diphcnyl-CMalkyl, and Ci- 3 alkyl substituted with both a C 3 > 6 
cycloalkyl and a phenyl group, wherein each of said cycloalkyl, phenyl, aryl, or heteroaryl groups 
is optionally substituted with one or more substituents independently selected from the group 
consisting of alkyl, haloalkyl, C,^ alkoxy, amino, alkylamino, dialkylamino, and halogen; or 

R° and R d arc taken together to form a divalent group selected from alkylidenyl, Ci^ 
hctcroalkylidenyl, cycloalkylidenyl, C 3 -6 cycloalkyl-alkylidenyl, C 3 -c cycloalkyl-Cj. 3 alkyl- 
alkyiidenyl, C 3 . 6 heterocyclyl idenyl, C 3 ^ heterocycryl-Ci- 3 alkylidenyl, heterocyclylalkyl-C|.3 
alkylidenyl, aryl-C, 3 alkylidenyl, aryl*C|. 3 alkyl-alkylidenyl, heteroaryl-C!^ alkylidenyl, and 
heteroarylalkyl-d.j alkylidenyl, wherein each of said cycloalkyl, aryl, or heteroaryl groups is 
optionally substituted with one or more substituents independently selected from Ci* alkyl, 
haloalkyl, Cj. 6 alkoxy, amino, alkylamino, dialkylamino, and halogen; or 

R d and R c arc taken together with the carbon to which they are attached to form a cycloalkyl or 
heterocyclyl ring; 

R a " and R b " are each independently selected from the group consisting of hydrogen, C1-9 alkyl, 
hydroxyalkyl, Ci* alkoxyalkyl, alkylthioalkyl, carboxyalkyl, acyl, Cy+ cycloalkyl, C3-6 
cycloalkyl-C,_ 3 alkyl, di-C 3 ^ cycloalkyl-C,. 3 alkyl, C,_* heteroalkyl, aminoalkyl, 
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aminocarbonylalkyl, cyanoalkyl, C 5 -s hcterocyclyl, heterocyclylalkyl, aryl, arylalkyl, heteroaryl, 
heteroarylalkyl, phenylalkyl, diphenyl-C,. 3 alkyl, and C,_ 3 alkyl substituted with both a C* b 
cycloalkyl at>d a phenyl group, wherein each of said cycloalkyl, phenyl* aryl, or heteroaryl groups 
is optionally substituted with one or more substituents independently selected from the group 
consisting of C,_6 alkyl, haloalkyl, alkoxy, amino, alkylamino, dialkylamino, hydroxyalkyl, 
cyano, acylamino, alkylsulfonyl, alkylsulfonyloxy, and halogen, and each of said amino groups is 
optionally rnonosubstituted or disubstitutcd with alkyl; or 

R a ~ and R b ~ are taken together with the nitrogen to which they are attached form an heterocyclyl or 
heteroaryl ring selected from the group consisting of pyrrolidine, piperidine, homopiperidine, 
tetrahydropyridine, 1 1 2,3 l 4>tetrahydroquinoline, 1 ,2,3,4-tetraliydroisoquinoline, 

tetrahydropyrimidine, hexahydropyrimidrae, pyiazolidine, piperazine, morpholine, imidazoline, 
pyrrole, pyrazole, and imidazole, where each of said rings is optionally substituted with one or 
more substituents selected from the group consisting of hydroxy, oxo, alkyl, hydroxyalkyl, alkoxy, 
alkoxyalkyU aminoalkyl, acyl, acylamino, aminocarbonyl, aminocarbonylalkyl, 
aminocarbonylamino, aminosultbnyl, alkylsulfonylarnino, aminosulfonylamino, and phenyl, 
wherein each of said phenyl groups is optionally substituted with one or more groups independently 
selected from Chalky], haloalkyl, Ci^ alkoxy, amino, alkylamino, dialkylamino, and halogen, and 
each of said amino groups is optionally rnonosubstituted or disubstituted with alkyl, or is contained 
in a pyrrolidinyl, piperidinyl, morpholmy^ or piperazinyl group; 

or individual stere oisomers isom e rs , racemic or non-racemic mixtures of isomers, or phannaceulically 
acceptable salts thereof. 

2. (original) The compound of claim 1 wherein R 3 is optionally substituted phenyl. 

3. (original) The compound of claim 2, wherein R 3 is a di- or tri-substituted phenyl. 

4. (original) The compound of claim 3, wherein R 3 is a 2,4-disubstituted or 2,4,6-trisubstituted phenyl, 

5. (original) The compound of claim 4, wherein R 3 is a 2,4-disubstituted or 2,4,6-trisubstitutcd phenyl, 

and the substituents are each independently selected from the group consisting of C,_ 6 alkyl, Ci^ 
alkoxy, Cj^alkylthio, halogen, haloalkyl, cyano, alkylamino, dialkylamino, andnitro. 

6. (original) The compound of claim 5, wherein R ? is hydrogen, C w alkyl, or Ci_a alkylcarbonyL 

7. (original) The compound of claim 3, wherein R 1 is -CRTt^R* and R c is hydroxy. 

8. (original) The compound of claim 7, wherein R* and R c are each independently selected from the group 

consisting of hydrogen, C,. 9 alkyl, C U6 alkoxyalkyl, cycloalkyl, C 3 -6 cycloalkyl-C,^ alkyl, aryl, 
arylalkyl, heteroaryl, and heteroarylalkyl, where each of said aryl or heteroaryl groups is optionally 
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substituted with one or more substituents independently selected from the group consisting of C\.c 
alkyl, haloalkyl, alkoxy, and halogen. 

9- (original) The compound of claim 7, wherein R d and R* are each independently selected from the group 
consisting of 6,. 9 alkyl, C^alkoxyalkyL, aryl, and heteroaryl, where each of said aryl or heteroaryl 
groups is optionally substituted with one or more substituents independently selected from the group 
consisting of Cj.6 alkyl, haloalkyl, C,_ 6 alkoxy, and halogen. 

10. (original) The compound of claim 9, wherein R 2 is Ci* alkyl; and R 3 is a 2,4-disubstituted or 2,4,6- 
trisubstituted phenyl, and the substituents are each independently selected from the group consisting 
of C,_* alkyl, alkoxy, halogen, haloalkyl, cyano, and -NR""R b *, where R a " and R ,r are each 
independently selected from the group consisting of hydrogen and 
C 1.9 alkyl. 

1 L (original) The compound of claim 7, wherein R d and R e are taken together to form a cycloalkyl or 
beterocyclyl group. 

12. (original) The compound of claim 3, wherein R j is -CR'R^'; R c is selected from the group consisting 

of Q.9 alkyl, Cj^alkoxyalkyl, C 3 ^ cycloalkyl, cycloalkyl-Cj.* alkyl, aryl, arylalkyl, heteroaryl, 
and heteroarylalkyl, where each of said aryl or heteroaryl groups is optionally substituted with one or 
more substituents independently selected from the group consisting of C,. A atkyl, haloalkyl, C x ^ 
alkoxy, and halogen; and R c and R u are taken together to form a divalent group selected from Cms 
alkylidcnyl, Cuheteroalkylidenyl, Q*_6 cycloalkyl idenyl, cycloalkyl -alkylidenyl, cycloalkyl- 
C|.j alkyl-alkylidenyl, Cj_6 beterocyclyl idenyl, Que beterocyclyl -C]. 3 alkylidenyl, C 3 .<$ 
hctcrocydylalkyl-C,. 3 alkylidenyl, aryl-C,^ alkylidenyl, aryl-C,. 3 alkyl-alkylidenyl, heteroaryl-Ci. 3 
alkylidenyl, and heteroarylalkyl-C]_ 3 alkylidcnyl, wherein each of said cycloalkyl, aryl, or heteroaryl 
groups is optionally substituted, 

13. (original) The compound of claim 12, wherein R c and R d are taken together to form a divalent group 

selected from C,* alkylidenyl, C 3 ^ cycloalkyl-alkylidcnyl, aryl-Ci. 3 alkylidenyl, and heteroaryl-C,. 3 
alkylidenyl, wherein each of said aryl or heteroaryl groups is optionally substituted. 

14. (original) The compound of claim 3, wherein R 1 is -CR^R 0 ; R c is selected from the group consisting 

of C j. 9 alkyl, C 1 . 6 alkoxyalkyl, and heteroaryl, where the heteroaryl is optionally substituted with one 
or more substituents independently selected from the group consisting of Ci* alkyl, haloalkyl, Ci_6 
alkoxy, and halogen; and R c and R d arc taken together to form a divalent group selected from C f . 6 
alkylidcnyl, C 3 ^, cycloalkyl-alkylidenyl, C 3 ^ hetcrocyclyl-Ci. 3 alkylidenyl, aryl-C]. 3 alkylidenyl, and 
heteroaryl-Cio alkylidenyl, wherein each of said aryl, or heteroaryl groups is optionally substituted 
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with one or more substituents independently selected from Cj^ alkyl, Ct^alkoxy, amino, alkylamino, 
and dialkylamino. 

15. (original) The compound of claim 3, wherein R 1 is -CR ir R d R e and R L is hydrogen, 

16. (original) The compound of claim 15, wherein R d and R e are each independently selected from the 

group consisting of C,^ alkyl, C,* alkoxyalkyl, Cj. 6 cycloulkyl, C>6 cycloalkyl-Cio alkyl, aryl, 
arylalkyl, heteroaryl, and heteroarylalkyl, where each of said aryl or heteroaryl groups is optionally 
substituted with one or more substituents independently selected from the group consisting of Cj_6 
alkyl, haloalkyl, Q^alkoxy, and halogen. 

17. (original) The compound of claim 15, wherein R d and R* are each independently selected from the 

group consisting of alkyl, C } _e alkoxyalkyl, aryl, and heteroaryl, where each of said aryl or 
heteroaryl groups is optionally substituted with one or more substituents independently selected from 
the group consisting of C,_ 6 alkyl, haloalkyl, Ci^alkoxy, and halogen; R 2 is Q_ 6 alkyl; and R 3 is a 2,4- 
disubslituted or 2,4,6-trisubstituted phenyl, and the substituents are independently selected from the 
group consisting of Cj. 6 alkyl, C^alkoxy, halogen, haloalkyl, cyano, and -NR^R*", where R°" and R b " 
are each independently selected from the group consisting of hydrogen and C1-9 alkyl. 

18. (original) The compound of claim 3, wherein R 1 is -NR a R b ; -C(0)NR B R b ; or -CRT^R*, where R c 

is -NR B ~R b " and R* and R c are each independently selected from the group consisting of hydrogen and 
C,_9 alkyl. 

19- (original) The compound of claim 18, wherein R\ R h , R a ~ and R 6 " are each independently selected 
from the group consisting of hydrogen, C,. 9 alkyl, hydroxyalkyl, Cj.,5 alkoxyalkyl, C.v$cycloalkyl-C,_ 3 
alkyl, heterocyclylalkyl, optionally substituted arylalkyl, and optionally substituted hetcroarylalkyl. 

20. (original) The compound of claim 18, wherein R* and R b , or R B "' and R b "", are taken together with the 

nitrogen to which they are attached form an heterocyclyl ring selected from the group consisting of 
pyrrolidine, piperidine, homopiperidine, tetrahydropyridine, 1,2,3,4-tetrahydroquinolme, 1,2,3,4- 
tetrahydroisoquinoline, tetrahydropyrtmidine, hexahydropyrimidine, pyrazolidine, piperazine, 
morpholinc, and imidazoline, where each of said rings is optionally substituted with one or more 
substituents independently selected from the group consisting of hydroxy, oxo s alkyl, aminoalkyl, 
acyl, acylamino, arninocarbonyl, arnmocarbonylalkyl, and anunocaAonylamino, and each of said 
amino groups is optionally monosubstituted or disubstituted with alkyl, or is contained in a 
pyrrol idinyl, piperidinyl, morpholinyl, or piperazinyl group, 

21 . (original) The compound of claim 3, wherein 

R' is-NRH b ; 

is selected from the group consisting of hydrogen, C,_ 9 alkyl, and C,.* alkoxyalkyl; and, 
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R b is selected from the gToup consisting of d. v alkyt, hydroxyalkyl, Cj^alkoxyalkyl, C-w> cyeloalkyl- 
C|.3 alkyl, heterocyclylalkyl, arylalkyl, and heteroarylalkyl, wherein each of suid aryl or heteroaryl 
groups is optionally substituted. 

22. (original) The compound of claim 21, wherein R 2 is C|^ alkyl; and R3 is a 2,4-disubstituted or 2,4,6- 

trisubstitutcd phenyl, and the subslituents arc independently selected from the group consisting of C K 
i alkyl, Ci_* alkoxy, halogen, haloalkyl, cyano, and -NR°"R b \ where R B " and R b " are each 
independently selected from the group consisting of hydrogen and Ci-s> alkyl. 

23. (original) The compound of claim 3 wherein 

R 1 is -CR c R d R B ; 
R'is-NR 8 ^; 

R d and R c are each independently selected from the group consisting of hydrogen and C,. 9 alkyl; 
R a " is selected from the group consisting of hydrogen, Ci.* alkyl, and C 1 . 6 alkoxyalkyl; and, 
R b is selected from the group consisting of Cj^ alkyl, hydroxyalkyl, C t ^ alkoxyalkyl, 

cycloalkyl-Cio alkyl, heterocyclylalkyl, arylalkyl, and heteroarylalkyl, wherein each of said 

aryl or heteroaryl groups is optionally substituted. 

24. (original) The compound of claim 23, wherein R 2 is C^s alkyl; and R 3 is a 2,4-disubstituted or 2,4,6- 

trisubstituted phenyl, and the substituents are independently selected from the group consisting of d_ 
6 alkyl, C|.6 alkoxy, halogen, haloalkyl, cyano, and -NR a "R b \ where R a " and R b * are each 
independently selected from the group consisting of hydrogen and C U9 alkyl. 

25. (original) The compound of claim 3, wherein R 1 is aryl or heteroaryl, where said aryl or heteroaryl is 

optionally substituted with one or more substituents independently selected from C|^> alkyl, C|_e 
alkoxy, Cj.calkylthio, Ci^alkylsulfonyl, halogen, haloalkyl, cyano, nitro, and -NR a, R b ', where R B ' and 
R b are each independently selected from the group consisting of hydrogen, C|_9 alkyl, and C|. 9 
alkylcarbonyl. 

26. (original) The compound of claim 25, where said aryl or heteroaryl is optionally substituted with one or 

more substituents independently selected from alkyl, Cm> alkoxy, halogen, haloalkyl, cyano, 
and -NR°'R b ', where R* and R b ' are each independently selected from the group consisting of 
hydrogen, Q u9 alkyl, and C,^, alkylcarbonyl. 

27. (original) The compound of claim 1 wherein R* is an optionally substituted pyridinyl. 

28. (original) The compound of claim 1, wherein is a dt- or tri-substiluted pyridinyl. 

29. (original) The compound of claim 27, wherein R 1 is -CRTVV and R c is hydroxy. 

30. (original) The compound of claim 29, wherein R d and R* are each independently selected from the 

group consisting of hydrogen, Ci^ alkyl, C,^ alkoxyalkyl, C 3 . 6 cycloalkyl, Qm> cycloalkyl-C t . 3 alkyl, 
#143105 vl 7 R0153B-REG 



PAGE 8/29 * RCVD AT 10/10/2008 2:41:53 PM [Eastern Daylight Tone] 1 SVR:USPTO-EFXRF-5/20 1 DNiS:2738300 * CSID:650 855 5322 * DURATION (mnws):05-32 



OCT-10-2006 10:41 From: ROCHE PA PATENT 650 855 5322 To:USPTO P.9'29 



aryl, arylalkyl, hcteroary], and heteroarylalkyl, where each of said aryl or heteroaryl groups is 
optionally substituted with one or more substituents independently selected from the group consisting 
of C| fr alkyl, haloalkyl, d 6 alkoxy, and halogen. 

31. (original) The compound of claim 30, wherein R d and R c are each independently selected from the 

group consisting of Cj.q alky], Cm alkoxyalkyl, aryl, and heteroaryl, where each of said aryl or 
heteroaryl groaps is optionally substituted with one or more substituents independently selected from 
the group consisting of C|_$ alkyl, haloalkyl, C]_ 6 alkoxy, and halogen. 

32. (original) The compound of claim 29, wherein R d and R c are taken together to form a cycloaJkyl or 

heteroeyclyl group. 

33. (original) The compound of claim 27, wherein R l is -CR°R d R e ; R € is selected from the group consisting 

of C]^> alkyl, C { .6 alkoxyalkyl, C 3 . & cycloalkyl, C 3 . G cycloalkyl-C,_ 3 alkyl, aryl, arylalkyl, heteroaryl, 
and heteroarylalkyl, where each of said aryl or heteroaryl groups is optionally substituted with one or 
more substituents independently selected from the group consisting of C,* alkyl, haloalkyl, C Ih6 
alkoxy, and halogen; and R c and R d are taken together to form a divalent group selected from 
alkylidenyl, C,^heteroalkylidenyl, C 3 -* cycloalkylidenyl, C 3 . 0 cycloalkyl-aikylidenyl, C 3 _6 cycloalkyl- 
C lw3 alkyl-alkylidenyl, Cs-t; heterocyclylidenyl, C 3 -6 heterocyclyl-C 10 alkylidenyl, C 3 „ A 
heterocyclylalkyl-C|.3 alkylidenyl, aryl-C,^ alkylidenyl, aryl-C,^ alkyl-alkylidenyl, heteroaryl-C|.jt 
alkylidenyl, and heteroarylalkyl-Ci^ alkylidenyl, wherein each of said cycloalkyl, aryl, or heteroaryl 
groups is optionally substituted. 

34. (original) The compound of claim 33, wherein R c and R d are taken together to form a divalent group 

selected from C U6 alkylidenyl, C*.<s cycloalkyl-alkylidenyl, aryl-Ci_ 3 alkylidenyl, and heteroaryl-Ci. 3 
alkylidenyl. 

35. (original) The compound of claim 33, wherein R 1 is -CRTt^R 0 ; R c is selected from the group consisting 

of Cj.9 alkyl, C,. 5 alkoxyalkyl, and heteroaryl, where the heteroaryl is optionally substituted with one 
or more substituents independently selected from the group consisting of C^alkyl, haloalkyl, 
alkoxy, and halogen; and R c and R d are taken together to form a divalent group selected from C^j 
alkylidenyl, Q_6 cycloalkyl-alkylidenyl, C 3 . ft heterocycryl-Ci. 3 alkylidenyl, aryl-d.j alkylidenyl, and 
heteroaryl-C,. 3 alkylidenyl, wherein each of said aryl, or heteroaryl groups is optionally substituted 
with one or more substituents independently selected from C]. 6 alkyl, C|. fr alkoxy, amino, alkylamino, 
and dialkylamino. 

36. (original) The compound of claim 27, wherein R* is -CR c R d R c and R c is hydrogen. 

37. (original) The compound of claim 36, wherein R d and R° are each independently selected from the 

group consisting of C,. 9 alkyl, Cj^ alkoxyalkyl, C 3 ^ cycloalkyl, cycloalkyl-Ci. 3 alkyl, aryl, 
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atylalkyl, heteroaryl, and heteroaryl alkyl, where each of said aryl or heteroaryl groups is optionally 
substituted with one or more substituents independently selected from ihc group consisting of C\* 
alky!, haloafkyl, Cj^alkoxy, and halogen. 

38. (original) The compound of claim 27, wherein R 1 is -NR a R b ; -C(0)NR a R b ; or -CR c R d R c , where R c 

is -NR a "R b "; and, R d and R c are each independently selected from the group consisting of hydrogen 
and C^alkyl. 

39. (original) The compound of claim 38, wherein R*, R b , R s ~, and R ir are each independently selected 

from the group consisting of hydrogen, Ci^alkyl, hydroxyalkyl, Cj.a alkoxyalkyl, C 3 ^cycloalkyl-C 13 
alkyl, heterocyctylalkyl, arylalkyl, and heteroarylalkyl. 

40. (original) The compound of claim 38, wherein R a and R h , or R a " and R h " are taken together with the 

nitrogen to which they are attached form an heterocycryl ring selected from the group consisting of 
pyrrolidine, piperidine, homopiperidine, tetrahydropyridine, 1,2,3,4-tetrahydroquinoline, 1,2,3,4- 
tclrahydroisoquinoline, tetrahydropyrimidine, hexahydropyrimidine, pyrazolidine, piperazine, 
morpholine, and imidazoline, where each of said rings is optionally substituted with one or more 
substituents independently selected from the group consisting of hydroxy, oxo, alkyl, arninoalkyl, 
acyl, acylamino, aminocarbonyl, aminocarbonylalkyl, and aminocarbonylamino, and each of said 
amino groups is optionally monosubstituted or di substituted with alkyl, or is contained in a 
pyrrotidinyl, piperidinyl, morpholinyl, or piperazinyl group. 

4 1 . (original) The compound of claim 27, wherein R 1 is -NR 4 R b ; 

R" is selected from ihc group consisting of hydrogen, Ct.g alkyl, and Ci .6 alkoxyalkyl; and 
R b is selected from the group consisting of C|. 9 alkyl, hydroxyalkyl, alkoxyalkyl, Cy* 
cycloalkyl-Ci.3 alkyl, heterocyclyl alkyl, arylallcyl, and heteroarylalkyl. 

42. (original) The compound of claim 27 wherein 

R' is -CR c R d R e ; 
R c is -NR^R 5 '"; 

R a and R c are each independently selected from the group consisting of hydrogen and alkyl; 

R*" is selected from the group consisting of hydrogen, Ci.^alkyi, and Ci_g alkoxyalkyl; and 

R b " is selected from the group consisting of C|_* alkyl, hydroxyalkyl, alkoxyalkyl, 

Cj_6 cycloalkyl-C^ alkyl, heterocyclylalkyl, arylalkyl, and hctcroarylalkyl, wherein each of 

said aryl or heteroaryl groups is optionally substituted. 

43. (original) The compound of claim 27* wherein R 1 is aryl or heteroaryl where said aryl or heteroaryl is 

optionally substituted. 
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44. (original) The compound of claim 43, where said aryl or heteroaryl is optionally substituted with one or 

more substituents independently selected from C|. G alkyl, Cn alkoxy, halogen, haloalkyl, cyano, 
and -NR a R b , -where R a and R b ' are each independently selected from the group consisting of 
hydrogen, Cj. 9 ;alkyl, and Q.o alkylcarbonyl. 

45. (currently amended) A pharmaceutical composition comprising a therapeutically effective amount 

of at least one compound of formula I 




wherein: 

R 1 is -NRm b , -CTTR^R*, CQ>R a , or -C(0)NR a R b ; or R 1 is hydrogen cycloalkenyl, aryl, or 
heteroaryl, where each aryl or heteroaryl is optionally substituted with one or more 
substituents independently selected from alkyl, C 1b6 alkoxy, C !-6 alkylthio, Cv 6 
alkylsulforryt, halogen, haloalkyl, cyano, nitro, <;(0)NR at R b ', and -NR° T R V , where R°' and 
R b ' are each independently selected from the group consisting of hydrogen, CY? alkyl, and 
C,-^ alkylcarhonyl and with the proviso that R J can not be 4-methoxvphenvl when R 3 is 
unsu sbtit ute d phenyl ; 

R 2 is hydrogen, C,^ alkyl, cycloalkyl, C 3 ^ cycloalkyl-Cj. 3 alkyl, C|_6 alkylcarbonyl, 

alkylsulfonyl, aryl, or arylalky], wherein said aryl or arylalkyl is optionally substituted with 
one or more substituents independently selected from alkyl, haloalkyl, alkoxy, and 
halogen; 

R 3 is aryl or heteroaryl, each optionally substituted with one or more substituents independently 
selected from the group consisting of C,^ alkyl, alkoxy, Ci* atkylthio, C\* 
alkylsulfonyl, aminosulfonyl, monoalkylaminosulfonyl, dialkylaminosulfonyl, halogen, 
haloalkyl, cyano, nitro, and -NR*'R b \ where R a " and R h " are each independently selected 
from the group consisting of hydrogen, C t j> alkyl, and C1-9 alkylcarbonyl; 

R° and R h are each independently selected from the group consisting of hydrogen, Ci. v alkyl, 
hydroxyalkyl, C|. 6 alkoxyalkyl, C^alkylthioalkyl, carboxyalkyl, acyl, C 3 ^ cycloalkyl, 
cycloalkyl-C,_3 alkyl, di-C^ cycloalkylC^ alkyl, C|_ 6 heteroalkyl, aminoalkyl, 
aminocarbonylalkyl, cyanoalkyl, C 5 ^ heterocyclyl, hetcrocyclylalkyl, aryl, arylalkyl, 
#143105 vl 10 R0153B-REG 



PAGE 11/29 * RCVDAT 10110/2006 2:41:53 PM (Eastern Daylight Time] • SVfcUSPTO-EFXMO * DN1S:2738300 * CSID:650 855 5322 * DURATION (mm-ss):05-32 



OCT- 10-2006 10:42 From: ROCHE PA PATENT 650 855 5322 



To : USPTO 



P. 12'29 



heteroaryl, heteroarylalkyl. phenylalkyl, diphenylalkyl, and Chalky! substituted with both 
a cycloalkyl and a phenyl group, wherein each of said cycloalkyl, phenyl, aryl, or 
heteroaryl groups is optionally substituted with one or more substituents independently 
selected from the group consisting of Chalky!, haloalkyl, Cw 6 alkoxy, amino, alkylamino, 
dialkyiamino, hydroxyalkyl, cyano, acylamino, aikylsulfonyl, alkylsulfonyloxy, and 
halogen, and each of said amino groups is optionally monosubstituted or disubstitutcd with 
alky I; or 

R* and R b are taken together with the nitrogen to which they are attached form an heterocyclyl or 
heteroaryl ring selected from the group consisting of pyrrolidine, piperidtne, 
hombpiperidine, tetrahydropyridine, 1 ,2,3>4-tetrahydroquinoline, 1 ,2,3,4- 

tctrahydroisoquinoline, tetrahydropyriniidine, hexahydropyrimidine, pyrazol idine, 
pipcrazdne, morpholine, imidazoline, pyrrole, pyrazole, and imidazole, where each of said 
rings is optionally substituted with one or more substituents selected from the group 
consisting of hydroxy, oxo, alkyl, hydroxyalkyl, alkoxy, alkoxyalkyl, aminoalkyl, acyl, 
acylamino, aminocarbonyl, aminocarbonylalkyl, aminocarbonylamino, aminosulfonyl, 
alkylsulfonylamino, aminosulfonyl amino, and phenyl, wherein each of said phenyl groups 
is optionally substituted with one or more groups independently selected from Cj-o alkyl, 
haloalkyl, C\* alkoxy, amino, alkylamino, dialkyiamino, aad-halogen, and each of said 
amino groupo io optionally monoDubstitut e d or disubstitut e d with alkyl, or is contained in a 
pyrtolidinyl, piporidinyl, morpholinyl, or pip e razinyl group , nvrrolidin-l^yl, piperidin~l-vl, 
morpholm-l-vl and pioerazin-l-vl : 

R q is hydrogen, hydroxy, C,. b alkoxy, or -NR a " R b " ; 

R d and R e are each independently selected from the group consisting of hydrogen, C U 9 alkyl, 
hydroxyalkyl, alkoxyalkyl, C,^ alkylthioalkyl, heteroalkyl, heterocyclyl, 

heterocyclylalkyl, C^* cycloalkyl, C^ 6 cycloalkyl-C|. 3 alkyl, di-C^ cycloalkyl-C u3 alkyl, 
aryl,; arylalkyl, heteroaryl, heteroaryl alkyl, phenylalkyl, diphenyl-C^alkyl, and Cm alkyl 
substituted with both a C,^ cycloalkyl and a phenyl group, wherein each of said cycloalkyl, 
phenyl, aryl, or heteroaryl groups is optionally substituted with one or more substituents 
independently selected from the group consisting of Cm alkyl, haloalkyl, Cm alkoxy, 
amino, alkylamino, dialkyiamino, and halogen; or 

R c and R d are taken together to form a divalent group selected from Ci_6 alkylidenyl, Cj.6 
heteroalkylidenyl, Cm cycloalkylidenyl, C 3 ^ cycloalkyl -alkylidenyl, C,. 6 cycloalkyl -C lo 
alkyi-alkylidenyl, C$-o hcterocyclyiidenyl, C 3 _6 heterocyclyl-C|. 3 alkylidenyl, C 3 . 6 
#143105 vl U R0153B-REC 



PAGE 12/29 1 RCVD AT 10/10/2006 2:41 :53 PM [Eastern Daylight Time] * SVfcUSPTO-EFXRF-5120 * DNIS:2738300 * CSID:650 855 5322 ' DURATION (mm-ss):05-32 



OCT-10-2006 10:42 From: ROCHE PA PATENT 650 955 5323 To:USPTO P.13'E9 



hcterocyclyJulky]-C,_ 3 alkylidcnyl, aryl-C, 0 alkylidenyl, aryi-C-jaJkyl-alkylidcnyl, 
heteroaryl-C^oalkylidenyU and heteroarylalkyl-Ci_j alkylidenyl, wherein each of said 
cycloaikyl, aryl» or heteroaryl groups is optionally substituted with one or more substituents 
independently selected from C U6 alkyl, haloalkyl, C,. 6 alkoxy, amino, alkylamino, 
dialkylamino, and halogen; or 
R d and R* are taken together with the carbon to which they are attached to form a cycloaikyl or 
hetefocyclyl ring; 

R a " and R b ~ are each independently selected from the group consisting of hydrogen, C t .» alkyl* 
hydroxyalkyl, Cj^ alkoxyalkyl, Ci. 6 alkyllhioalkyl, carboxyalkyl, acyl, C*.* cycloaikyl, 
cyc!6alkyl-C|,3 alkyl, di-C 3 -o cycloalkyl-d.j alkyl, C\* hetcroalkyl, aminoalkyl, 
amfnocarbonylalkyl, cyanoalkyl, C 5 .g hetcrocyclyl, hcterocyclylaJkyl, aryl, arylalkyl, 
heteroaryl, heteroarylalkyl, phcnylalkyl, diphenyl-Cj_ 3 alkyl, and Cioalkyl substituted with 
both a Cy-t cycloaikyl and a phenyl group, wherein each of said cycloaikyl, phenyl, aryl, or 
heteroaryl groups is optionally substituted with one or more substituents independently 
.selected from the group consisting of Cj^alkyl, haJoalkyl, Cj^alkoxy, amino, alkylamino, 
dialkylamino, hydroxyalkyl, cyano, acylamino, alkyl sulfonyl, alkytsulfonyloxy, and 
halogen, and each of said amino groups is optionally monosubstituted or disubstituted with 
alkyl; or 

H** and R lr are taken together with the nitrogen to which they are attached form an heterocyclyl 
or heteroaryl ring selected from the group consisting of pyrrolidine, piperidine, 
homopiperidine, tetrahydropyridine, 1,2,3,4-tctrahydroquinolinc, 1,2,3,4- 
tetrahydroisoqu i noline, tetrahydropyrimidine, hexahy dropyrimidme, pyrazolidine, 
piperazine, morpholine, imidazoline, pyrrole, pyraaole, and imidazole, where each of said 
rings is optionally substituted with one or more substituents selected from the group 
consisting of hydroxy, oxo, alkyl, hydroxyalkyl, alkoxy, alkoxyalkyl, aminoalkyl, acyl, 
acylamino, aminocarbonyl, aminocarbonylalkyU arainocarbonylamino, aminosulfonyl, 
alkylsulfonylammo, ammosulfonylaniino, and phenyl, wherein each of said phenyl groups 
is optionally substituted with one or more groups independently selected from C^lkyl, 
haloalkyl, C 16 alkoxy, amino, alkylamino, dialkylamino, and halogen, and each of said 
amino groups is optionally monosubstituted or disubstituted with alkyl, or is contained in a 
pyrrolidinyL, piperidinyl, morpholinyl, or piperazinyl group; 
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or individual ste reo isomers isom e rs , racemio or non-raccmit; mixtures of isomers, or 
pharmaceutically acceptable salts thereof; in admixture with at least one pharmaceutically 
acceptable carrier. 
46-48- (Canceled) 

******* 
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